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1-1 30822 



[fs^js 1 1 ( 1 ) Tm^tihmm^w:sLX/- 

**-'5 0 0 — 5 0 0, 0 0 0-CS)S^*tt*-^- 
C^Lll 



— ^CH2-C ^ -^CH2 



I 

I 
I 

I 

I 

<1> 



= D 



10 



OH 



(2) 



^S^L. XaU^Zti^n-fix-NH-XJi-O-^:^ 

V •'i^lS 1 — 10 <7)TfU^)V^i7^ t . Y{i*K£*^'S 
}^L.TV^Tt>J:V>^^l~l 0«02fifiOt&fP^'ft.** 20 

[iS*«2 1 fll5t#fi ( 1 ) tmm^iiL ( 2 ) c^MM 
mmtt^l 0 : 9 0~~9 0 : 1 0-C'S)&li*^li£K<=0 

llt«3S3] ' if*3llXJi2iaK«om7KttS^«£^# 
[00 0 1] 

[00 0 2] 

y ^ FitjD!t^5^*^'«OT$ ix-C V ^-1. . 
[0003] 40 
[f&BS*^"ft?^LJ:3i:-ri>iKli] LA-t^f*^'^>. 

[0 0 04] ijd-^T, iSix/iSi^tt. iSM^f-^t, t 



tz. 

[00051 

[ilJfflSr»?*-t2>'t!6CD#Sl *»*>^^ffifc:t3V^-C. * 

[0006] -^^:fc*>*%BJ<i, -I&'i ( 1 ) X-U^ix 
l.«3S*{aat^-«t^ ( 2 ) T'«$iiS«Jt#{a*»'c.^: 

0 , *fi;¥i^:5i-^ S*^' 5 0 0 — 5 0 0, 0 0 0T'S>?.S 

[00071 
[fl:2] 



f 1 
^CH2-C - 



c=o 
I 

X 

(CH2)p 
1 

y-coo" 
( 1 ) 



I 

c- 
I 

C = D 
I 

z 
I 

A 

I 

OH 



(2) 



[0 008] l^^. m/Yi'^ \i^ix^fumW.T 

TV^rtiv^^Sil-l Ocor/l-^/PSSr^t. Yti 
*e?S*>S3tLTV^Tt>J:V^^^l'-'l 0c02fliOfi& 

^2— 40T;W^^>'*$r^'^*. D 
[0009] 

[w^m%mcr>mm^ -w^ (i ) r^ jli^r^ 

5^$ixS*ffiS*-'«^ LT V^T t> J: l^^a 1 - 1 0 

r)V^}VmhLX\i. :^^)Vm. x^;p*. rot:;l^ 

T t> ck V 1 - 1 0 o 2 mcr>mam.^M^ t lx 
^^^^\yym. y^p^^w^. T*p<^v>'S. bK 

n^^rv-x-^l/VS. 2-bFn^f/X^U7'>'S^A^'^ 
fetL. ^ttc;>^^l-'>'Sa.t/x-f>l/>'**^*fiLv\ p 



(3) 



^m^l 1-130822 



(2) 4i. AT^^tlhmmWi2--4c^T}V^Uy^t 

mi) fcifjs-i-fi ( 2 ) cDmM&mti±. mzm^$ 

ft>&l>^r{±=S:V^*-\ 1 0 : 90-90 : 1 0. #C^2 
0:80 — 80: 2 OCOmSi^Zhhi^c^-^^U^^n^^^m 

[0011] ^^mcomyi^^M-^mi. mA'^i^^^m 

?t?^*5 0 0 — 5 00, 0 0 0X"J)>Si2«A^'*)^*^\ 1, 0 
00—200. 000"CS>-S> ^0*-'ffi^tg25.lX/SMcO.#X 

[0012] *^0^^OJi*ttS-^*{±. <?!l;c{fTIESJi5 
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[0014] C5^+, Ri , R2 . R3 . R« . X, 
MM^^-^M-iii 50 0-500. 000 b^tHMcO 

[0015] -r^;b*>, -m.^ ( 1 ) ' at/ ( 2 ) ' T- 
BSSSffJtrfflv^T^S-^-ri. h J; 0 . ( 3 ) T 

[0016] 2|s:RlEi:fflv^^>ni,^y V- ( 1) ' {i. 
tFiJi.{f!|tFja¥6 - 2 5 7 3 4 8-^{knmiZsSM(^-)imz 



40 



^oT^f ^ii:*^'T-#, ^:y-7- (2) ' {i, mt 

imm^f-A - 3 0 5 8 6 0-f-&^. #^K5 9- 1 9 0 
2 8 0-^ii^$B^(:fe«<o:^&fcfie-5TSS3t-r-S.c:fc**T- 

m\t Lx\rmkyi^:h)vmm. mutv-so 

*-&S:*Eti3 0 — 1 0 0*C, 4#lw4 0--8 O'CTif -3^0 
[ 0 0 1 7 ] *K tT#'^ixfc2is:%Bjt;)^7Ktta^* 

[00 18] 

[0019] mmm i 

N- (3-T^'y;UT$Hrae/U-) -N-;<?;P--i^^v- 

iglO. 7 2g. N- (2-bKa^i^xf-/l.) r^U 
;PT5K5s, V-5 0 (ft3mai*tS) 0- 13 27 
gS-lX^kl 4 0g5rSsJnt, 5 0-Cic#?aL. QB^SR 
a-^*ITf*. S-^v§?S^2 0fS»c7)T-tef 

i.zmnv. ^wSii.znLrz^k. ^m^wis. 3 gS: 

[0020] 
[-ft4] 
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-CH2-C 
1 

N-II 
I 

(CH2)3 
H3C— N ""•CHg 
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CHg-CQQ- 
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[002 1 ] NMR (200MHz, D2O. pp 
m) : 

1- 1-1. 67(4H,m.-CH2-CH-x2) 

1.67-2.0(4H,in.-CH2-CH-x2.-NH-CH2-CH2-CH2-N{CH3) 

2- ) 

2. 9-3 . 28 ( lOH . m , -NH-CH2 -CH2 -CH2 -N (CH3 ) 2 - . -CH2 -CH2 -0 
H) 

3. 41-3. 6 (4H, m. -NH-C:H2-CH2-CH2-N(CH3 ) 2-, -CH2-CH2-O 
H) 



(4) 



i^f^Tl 1-130822 



: Mw=7 



3 . 74 (2H. s. -N (CH3 ) 2 -CH2 -COO" ) 
■iH'm. (GPC.0.2MPS^N'-y7T-.PEGai») 

77.Mn=573 

mat ( NMR i 0 ) : «tjt#fi ( 1 ) /iijt#{a 

( 2 ) =62. lwt%/37.9wt% 

[0 0 22] mm2 

i^B. 4 5g. N- (2-hHa:¥->x^;W) T^U/l' 
rSFl 1. 5 5g. V-5 0 (ftmSttiS) 0. 1 
237 gai/*l 40gt:^>Jnt> SCCl^^iSL. 9 

[00 23] 

^^^^^ H H 
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N-n 

(CH2)3 

H3C-N— CH3 
CH2-COO' 
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hy^zwifcmL. ^m^mLfz. ^rnvtzmm^ 

[00263 



10 



[00 24] NMR (200MHz, D2O. PP 
m) : 

1 . 1 -1 . 67 (4H , n , -CH2 -CH- X 2) 

1 . 67-2. 0 (4H , m, -CHz-CH- X2, -NH-CH2 -CH2-CH2 -N (CH3 ) 
2-) 

2. 9-3. 28 (lOH, m. -NH-CH2-CH2 -CH2 -N (CH3 ) 2 -CH2-CH2 -0 
H) 

3 . 41-3 . 6 (4H . n , -NH-CH2 -CH2 -CH2 -N (CH3 ) 2 - , -CH2 -CH2-O 
H) 

3.74(2H,s,-N(CH3)2-CH2-C00-) 
77,Mn=3.577 

^fifeib (NMRi 0 ) : ( 1 ) 

(2) =20.7wt%/79.3wt% 
[0025]mm3 

SI 3. 5g. N- (2-bFn^i^xf-;P) T^U;U 

r^b'i. 52 V-50 imm^W:) o. o? 

4g5:t/*14 0g^a?.inL. 5 0*Ct;:#iSt. 9b#S 
RtS&^fofCo S^*^Tm. *^?S?gS:2 0<Sfior^ 
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HsC-n^CHa 
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[0027] NMR (200MHz, DzO. 
m) : 

1.1-1. 67 (4H, m. -CH2-CH- X2) 

1.67-2.0(4H,B,-CH2-CH-X2.-NH-CH2-CH2-CH2-N(CH3) 



20 2-) 



-CH2-CH2-0 



2. 9-3.28{10H. m, -NH-CH2-CH2-CH2 -N (CH3 ) 2- 
H) 

3. 41-3. 6(4H. ■,-NH-CH2-CH2-CH2-N(CH3 )2-, -CH2-CH2-O 
H) 

3. 74 (2H , s . -N (CH3 ) 2 -CH2 -COO- ) 
77.Mn=877 

mmt (NMRi 0 ) : flt3i#fiL ( 1 ) ymmm-Q. 

(2) =85.5wt%/14.5wt% 
30 [00281 «feM4 

10. 7 6 s. 'N- {2-tYx=i^iy:iii-}U) Ti^^JJi' 
TSK5g. V-5 0 («13t*i^ttS) 0. 1327g 
ai^*14 0gl:^PL. 5 0-Ct=#at. 9^13^*5 
trffofc. S^*^Tf*. fi-^v§?SS:2 0<SftOT-bhi^ 

[0029] 

[^b7] 
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[00301 NMR (200MHz, D2O. pp 
m) : 

M-1 . 67 (4H , n , -CH2 -CH- X 2) 

1 . 67-2 . 0 (4H , ni , -CH2 -CH- X 2 , H}-CH2 -CH2 -CH2 ~N ( CHa ) 2 -) 
2 . 9-3 . 28 (lOH. m. -O-CH2 -CH2 -012 -N (CH3 ) 2- , -CH2 -CH2 -0 
H) 

3 . 41-3 . 6 (4H , ID . -O-CH2 -CH2 -CH2 -N (CH3 ) 2 - . "CH2 -CH2 -OH) 
3. 74(2H . s. -N (CH3 ) 2 -CH2-COO- ) 

(GPC.0.2Mj^/s:v:7r-,PEG^a) :Mw=7.5 
7J.Mn=575' 

mmt (NMRi 0 ) : «it*{a ( i ) xm^^i^ 

( 2 ) =87wt%/13wt% 

[00 3 1] mmms 

F^l 1 . 36g. N~ (2-bKn^>-xf';l.) 
U/l/raH5g. V-50 (mjsEISIttl?) 0. 132 
7gRI/7jcl4 0gSrasJnL. 5 0'Ct-#SL. 9B*ra 



hyizmiML. imV^^rnLfz. rMLtzimm^ 

Th^Zk^rmZLfz. 
[00 321 

[its] 
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[00 33] NMR (200MHz. D2O, pp 
m) : 

1 . 1-1 . 67 (4H . m . -CH2 -C (CH3 ) - X 2) 

1 . 67-2 . 0 (8H , n, -CH2 -C (CH3 ) - X 2. -NH-CH2-CH2 -CH2 -N (CH 

3)2-) 

2 . 9-3 . 28 (lOH. m, -NH-CHj-CHz -CH2 -N (CH3 ) z -, -CHj -CHz -0 50 



8 



H) 

3. 41-3. 6 (4H, m, -NH-CH2-CH2 -CH2 -N(CH3 ) 2 -, -CH2-CH2 -0 
H) 

3. 74 (2H, s, -N (CHa ) 2-CH2-COO- ) 
77.Mn=773 

ffijSifc (NMRiO) : Wit^ffi ( 1) /«3imfi 

( 2 ) =83.5wt%/16.5wt% 

[0 0 34 J mmme 

N- ( 3-T:?';/l^r5 HrDbVW) -N-^;l^in^i^ 
SlOg, N- (5-hYn^=^^yi-;U) Ti^O/\^T 

5H6g. v-50 (.w&^m^n) 0. osQgjtt;^ 

-^fz. m-^i^Tm. JI^?t?K2r2 0fSSiOT-bh>'t;S 

L, mmm^^zHLtzm. ^S^frl 3. 4 s^'i^fc. 

[0035] 

[-(1:9] ^ ^ 

_(cH,-i ^ (cHa-i — ^ 
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c=o 
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«-H 
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(CH2)3 



H3C-N — CH3 
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c=o 
I 



I 

CH2-COO- 

[0036] NMR (200MHz, D2O, pp 
m) : 

1 . 1-1 . 67 ( 1 OH , m . -CH2 -CH- X 2 . -CH 2 - (CH2 ) a -CH2 -OH) 
1 . 67-2. 0 (4H, m, -CH2 -CH- x 2 , -NH-CH2 -CH2 -CH2 -N (CH3 ) 

2- ) 

2. 9-3 . 28 ( lOH , m , -NH-CH2 -CH2 -CH2 -N (CH3 ) 2 - . -CH2 - (CH2 ) 

3- CH2-OH) 

3. 41-3. 6 (4H, -NH-CH2-CH2 -CH2 -N (CH3 ) 2 -CH2- (CH2 ) 3 
-CH2-OH) 

3. 74 (2H , s . -N (CH3 ) 2-CH2 -COO- ) 

(GPC,0.2M«?Bt^^y7r-,PEG}^a[) : Mw= 5 

7J.Mn-377 

aji£Jt (NMRj: 0 ) : fli^^ia ( 1 ) xmmMiiL ( 2 ) = 

65.2wt%/34.8wt% 
[0037 1 ^J£^7 

<^&'S^mtfz't^^yy^;Uyyxa^:mmmmLfz^ik. 
N- ( 5-T:7!j;ur5 H^yf-;P) -N-;i?;u.i^'^>' 

igl3. 5s. N- {2-\zYxJ^i^Ji^;U) T^V^U 



(6) 



nm^l 1-130822 



9 

TSF5. 6 3g. V-5 0 (fQ^t^ttSS) 0. 10 
6gatX*l 2 0g§r^t. 5 0-Ct#iSL., 9B#ia 

hy^zmmv. mmi:^MLfz. ^^Lfzim^'t 

[00 383 

[-fklOl ^ 



1 0 



10 
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N-H 
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HjC-N't-CHs 
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C = D 
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(CH2>2 
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-(CH2)3-CH2-N(CH 



[00391 NMR (200MHz, D2O, pp 
m) : 

1 . 1-1 . 67 (lOH. m, -CH2-CH- X 2 . -NH-CH2 
3)2-) 

1 . 67-2 . 0 (4H , ■ . -CH2 -CH- X 2 . -NH-CH2 -CH2 -CH 2 -N (CHs ) 
2-) 

2 . 9-3 . 28 (lOH. m. -NH-CH2- (CHj ) 3-CH2 -N (CH3 ) 2 -, -CHj-CH 
2 -OH) 

3 . 41-3. 6(4H . n. -NH-CH2 - (CH2 ) 3 -CH2-N (CHs ) 2 -. -CH2 -CH2 

-OH) 

3 . 74 (2H, s, -N(CH3 ) 2-CH2-C00- ) 

^^ft (GPC.0.2M«!IB!>''<-/7r-.PEG^35C) :Mw=7 

mmt (NMRi 0 ) : «jt#<4 ( 1 ) /fflit#{i { 2 ) = 
55wt%/45wt% 
[00401 USt^S 

AbKaJf-^-^ KJgl Og. N- ( 2-t Kn^S/xf- 
;P) Ti?U;l'TS K4. 14g, V-5 0 (W^t^lfett 
SS) 0. 008gJ«X*l 2 7g^aa!)nL. 5 0*CIC# 
SL, 9B#|SSjC5r^Tofc. a-^^ITft, S^?f?a?r2 
0fgic7)T-feh:xt;|lttF5t. tfcjSftSrnXt^^c. m 

[004 11 
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[0 04 2] NMR ( 200MHz, D2O. pp 
m) : 

1.1-1. 67(4H, m, -CH2-CH- X 2) 

1.67-2.0(4H,ni.-CH2-CH-x2.-NH-CH2-CH2-CH2-N(CH3) 
2-) 

2. 9-3. 28 (12H . n, -NH-CH2 -CH2-CH2 -N (CH3 ) 2-, -CH2 -CH2 -0 
HX2) 

3. 41-3. 6(6H, m. -NH-CH2-CH2 -CHz-N (CH3 ) 2 -C:H2-CH2 -OH 
X2) 

3. 74 (2H , s . -N (CH3 ) 2-CH2 -COO" ) 

^^fi (GPC.0.2M^B!>'^-/:7T-,PEGi^») : Mw=4 

7J.Mn=37J 

mat (NMRio ) : mmM-& ( i ) /«at*<4 ( 2) = 

59wt%/41wt% 

[00431 m^Mi 

Lfz. j4*^«ltc^-ro 
[0044] <«Stt>«'^^^7> 0 . 5 

2 0-C/4 4%RH-Cn>'x >r i/3-:^^t>tbh 
fc/^O 1 0*t 1 t7)SSi|SJj§?g$-*^ 

1 0*rafijSi-2>. ^(7)j!)igBirf^lcSK I CON- 
200 (IBSttK) ^fflv^T^SnyrJ^^'rJ'yxSraS 

r^'i'^xj Sr«S«EtLT*46^v:. lyjicoji^^ 1 0 

f ^ yx^-rt^'t^<7)^ y-^<7 ^ j 

[0 04 5 3 <^.M>#1S^40. 2%2:-i-tT5%5'JX 
2 ml t 0 . J: < ta±T , V i^' :t /WT 

• Lot D!S 
O: Lot OtTV-^l. 
A:-<^L-:>t OLTV^S 
X : LofcOL'SrV-' 

O : -^fcoA^^V* 



(7) 



1 1 



nm^l 1-130822 
1 2 
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[00471^1 t^-r^:S*>feH^^*>^r i oiz^ *f6 To^mLfz^. mmmizmth tmz^<7)%^^^fF^ic 
h-ifz. ^m\mm . dim\^mm(r)U.wm ttx ^mx-h 

[0048] ^. 



(51) Int. CI. 6 msmi^ FI 

C 1 1 D 3/37 C 1 1 D 3/37 



